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ofl>i-(-)-^^tq^ v)^Elvilo]E ^ n. {S-(-)-amrodipine nicotinate and 

process for the preparation thereof} 
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<5> [J.E. Arrowsmith J. Med. Chem. (1986) 29 1969] <^]^ t^<i>i5i^2llili^'^ 

s|<H ^Jl. -fr^ -^^l A331315:^[J.E. Arrowsmith] Ic «^ -tlsqi^^ ^}-%--^ 

^* l}-'^'^] 7l7fls|ol o;icf. [S. Goldman ^, J. Med. Chem. (1992) 35 334] 

7flsl«H ^J^^, tt^ -^^l ^^^s: 10-0188980[^iSl-JL B\-o]s>.^^ pcrr/EP 
1995/00847] Bi-SB^-sAVo]] <^ ^a^^ ^^t^l^a^ '^I'^^^^l* ^sl«> 

<6> ^-^^ 1 
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(a) R = CH2CH3,X = NH2 

(b) R = CH2CH(OCH3)Ph,X = N3 
(C) R = H,X=N3 

(d) R = CH2CH3,X = (lS)-^34ic:^ol.Tilii 

^^^Si 10-0188980[iii3^Jl ^'^]SL^, PCT/EP 1995/ 00847] 

^-a- :e.<5l;^l^, 7}^o] jl7}<^ d-(-)-e]-sei-sa].o.s. $-(-)-•?}• 
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<9> ^yt^ ^^c,l^^^^loi s-(-)-'a-S.T^^ qSEli-ilolB H 

<ii> 1 
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s-(-)-'a-s.i=i^ > s-(-)-^si:|ja 

MeOH 



<13> ^ ^x^^ ^AHIS. <^lAl^i:l-. 



<14> jasco DIP-1000 AS. ^^b:>^c|-. 
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<i6> (s)-(-)-6}-s.rl^ qaBli4|<5lH ^ ^ ^Si^"^ 
<17> (S)-(-)-'a-S.x:l^(2.0g, 4.89inmole)^ 95% ^«a-§- (10.0mL)^<^>»'i ^ 

€§1 ^91 ^]^^ 95% ^m^^^ (2.5niL)<^l ^^^^ i^^fl^ 

(602mg, 4.89mmole)«^l 7l-t!:4. o] -g-6n^ 7}^X\^ 5^]^ 
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<19> t}7] ^fe 2^^!-^ 2.2-2.26g* ^^«^V5I4. 

<20><^^ : 79.3-81.4% 
<2i>-i-^ : 178-180t: 

<22> 1H-NMR(CX13) : 9.19(s, IH), 8.63(d, IH), 8.24(d, IH), 7.75(s, IH) 
<23> 6.97-7.34(m. 5H), 5.33(s, IH), 4.74(gq, 2H), 4.01(in, 2H) 

<24> 3.76(bs, 2H), 3.55(s, 3H), 3.17(bs, 2H), 2.28(s, 3H) 

<25> 1.15(t, 3H) 

<26> [ a]D25 = -24.4(c=l, MeOH) 
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<27> £ 1 ^ ^^]6^] 2oilA-1 S-(-)-^S.t:1^ qsBli.ilo-|H5l XRD ^>Hom. 

<28> S. 2 ^ -^A]<:^1 2oflAi S-(-)-<a-S.n1^ M t)] o] o:| xRD si\3. ^ 



<29> * XRD S.^^ ; Rigaku Rotaf lex 12Kw XRD-2000 

<30> L0D(:2i^^^^^) : ^7]^ 200mg* ^^^]-7ll ^-^i^^ 120 'C, SnmiHg <^1§V ^^«> 



<3i> ^^]d\] 2 

115-125'C<^Ai 5^1^ ^S.t:1^ qSHlTi|]olE <^ '^9X^. 

<33> -i-^ : 179-181 1: 

<34> : C; 58.70 H; 5.68 N; 7.90 

<35>^^:S1(%) : C; 58.65 H; 5.60 N; 7.91 
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■g- -ilfl-^ ^^ol^J^^l^ S-(-)-*^S.t\^ ^3.^^]o]m ::! 

S.^ ti]^H -f^tt ^elJL3}-» 7Mt].. 
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1] 
21 
31 

1^ 2^«^ $X<=>]^^, S. 3 ^ XRD 3fl€^ ^^1-. 
41 

[^^^ 51 

4%<=^1 95% l:-o1iHS:^^(5 : 95) ^-^-S- 
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[H 21 

Caption 
% b 



8.87024 0 

12*40769 

13.25102 

14.05376 

17.44421 

19.73034 

20.34481 

21.99343 

22.48365 

24.65381 

26.70359 

28.63978 

39.56902 

61.45071 



Legend 
k 1 
2-T!heta » 



Angle d value Intensity Intensity 



Angstrom Count % 

8.87024 9.96118 17.4 49.5 

12.40769 7.12805 17.8 50.5 

13.25102 6.67623 35.2 100.0 

14.65376 6.04015 9.04 25.7 

17.44421 5.07972 9.18 26.1 

19.73034 4.49600 9.89 28.1 

20.34481 4.36157 9.58 27.2 

21.99343 4.03821 16.4 46.5 

22.48365 3.95126 18.2 51.7 

24.65381 3.60814 12.0 34.1 

26.70359 3.33565 13.4 38.0 

28*63978 3*11439 6.91 19*6 

39.56902 2.27574 5.16 14,6 

61,45071 1*50766 2,90 8.2 
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